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Description

BI-4394 (MMP13-IN-3) /& Bk 2R Er, &g, BAA DRGEHEIERE MMP-13 4]
Fil, 1C50 A 1 oM, LU/EFT34h MMP RIS 1000 {52 . BI-4394 A& /1T 51 R HF

73
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IC50 & Target|[1]

MMP-13 MMP-14 MMP-9 MMP-10 MMP-2

1 nM (ICs0) 8.3 uM (IC50) 8.9 M (IC50) 16 M (IC50) 18 uM (IC50)

In Vitro

BI-4394 ({k &40 15) (11 nM) 7] DLREfR 4K MMP-13 BRI, I FLAES S0 25 B 3B (P
IC50 A 31 nM. BI-4394 #lifi| MMP-2. MMP-9, MMP-10 1 MMP-14, IC50 4%/~ 18. 8.9. 16 F1
8.3 uM[1].

In Vivo

M PL 10 mgkg Bk oiv 1 mgkg RS Zi i, BI-4394 (fb &40 15) 1K 408 /R I 3 K P
(AUC=1109464 nM h/mL), FILHIE B ERRSR (CL=34 mL/min/kg), F£E 7R H ATH:52 1) 4 )R
(39%). Vss AEH A%, 4 0.26 mL/mi/kg KR 2R3N )5 M2k . BI-4394 HATHIG MZAR MR O
B (1 mg/kg, WIS AR (10 mgkg, TR) 405009 t1/2=0.47 /MRH[1].

Animal Model: Srapgue Dally Rats[1]
Dosage: 10 mg/kg (oral gavage); 1 mg/kg (i.v.)
Administration: Dosed orally (10 mg/kg); i.v. (1 mg/kg)(Pharmacokinetic Analysis)
Result: T12=0.47 h for rat (1 mg/kg, i.v.) and rat (10 mg/kg, orally) ,

respectively.

Solvent&Solubility

Y ST
DMSO 1 HIVAAREE - 100 mg/mL (223.98 mM; 5 BIE (<60°C); AR DMSO Xt/™ it (1 fif BE A
B, 18 HBITE T DMSO)

10 mg

Solvent Mass
1mg 5mg
Concentration

Preparing 1 mM 2.2398 mL 11.1992 mL 22.3984 mL

Stock Solutions 5 mM 0.4480 mL 2.2398 mL 4.4797 mL

10 mM 0.2240 mL 1.1199 mL 2.2398 mL

STEARAE = S E AN TEVA AR o AV A BEE PR A& VA FIEC I 5 0 — ELIC U, 18 9 2 ORAE,
ST R R I P 7 R
i %R R A7 77 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ 176, 54 6 A H A, -20°C
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W
1 mM 2.2398 mL 11.1992 mL 22.3984 mL 55.9961 mL
5mM 0.4480 mL 2.2398 mL 4.4797 mL 11.1992 mL
10 mM 0.2240 mL 1.1199 mL 2.2398 mL 5.5996 mL
15 mM 0.1493 mL 0.7466 mL 1.4932 mL 3.7331 mL
20 mM 0.1120 mL 0.5600 mL 1.1199 mL 2.7998 mL
25 mM 0.0896 mL 0.4480 mL 0.8959 mL 2.2398 mL

DMSO

30 mM 0.0747 mL 0.3733 mL 0.7466 mL 1.8665 mL
40 mM 0.0560 mL 0.2800 mL 0.5600 mL 1.3999 mL
50 mM 0.0448 mL 0.2240 mL 0.4480 mL 1.1199 mL
60 mM 0.0373 mL 0.1867 mL 0.3733 mL 0.9333 mL
80 mM 0.0280 mL 0.1400 mL 0.2800 mL 0.7000 mL
100 mM 0.0224 mL 0.1120 mL 0.2240 mL 0.5600 mL
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